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Synthesis of 1-Cold:
Compound 2 (20 mg, 0.018mmol) was dissolved in 5 mL of water, and the pH of the solution was adjusted to 8.5 with sodium carbonate. N-succinimidyl 4-fluorobenzoate (25 mg, 0.11 mmol) was dissolved in 10 mL of acetone, and then added into the water solution dropwise. The ratio of water/acetone was adjusted to keep the reaction mixture clear. The mixture was stirred at room temperature for 6 hrs. The reaction mixture was subjected to HPLC purification to yield pure compound 1-Cold (15 mg, 0.012 mmol, 67%). The method was referred from the literature. 
Preparation of Acetyl-Arg-Val-Arg-Arg-Cys(StBu)-Lys( 18 F-FB)-CBT (1).
Scheme S3. Synthetic route for 1. 
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Synthesis of 1:
18 F-SFB (20 µL, 5 mCi) was added into the 150 µL solution of 2 (100 µg, 90 nmol) dissolved in phosphate buffered saline (PBS) at pH 7.2, heated at 50 °C for 0.5 h. Then the reaction mixture was injected into the radio-HPLC for purification and analysis. the HPLC peak at 15.9 min on the raio-HPLC trace, which has a same retention time of that of 1-Cold, was collected and dried at 100 °C by N 2 to remove the acetonitrile as 1 with 50% radiochemical yield (RCY) (decay-corrected to the end of synthesis, EOS) and specific radioactivity of 0.6 ± 0.4 Ci µmol -1 (EOS) ( Figure S8 ). Table S1 . HPLC condition for the purification of compounds 2 and 1-Cold. 
